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Alerting Abstract EP A 

2-Substd. -3-carboxyalkyl isoindolin-l-one derivs. and analogues of 
formula (I) and their salts are new. (X is an opt. substd. cyclic gp.; Y is 
COOH opt. esterified or amidated; Z is -CH:CH-CH: CH-, -S(CH2)-S-, 
-N:CH-CH:N- or -(CH2)m-; 1 is 1-3; m is 3-5; n is 1-3; and ring A is opt. 
substd. by halogen, N02, NH2, al kanoylamino, alkoxycarbonyl, COOH or 
CONH2) . 

Cpds . (I) are CNS active agents esp. antianxiety agents, with only weak 
hypnotic and muscle relaxant effects; and the minimal lethal dose in mice 
is over 500 mg/kg compared with a minimal effective dose in rats of 2.5 
mg/kg. (I) are also anticonvulsants. Dose is 0.001-50 mg/kg daily. 

Equivalent Alerting Abstract US A . 

New condensed pyrrolinone derivs. have the formula (I) in which X is a 
cyclic gp selected from phenyl, naphthyl, pyridyl, pyridazinyl, pyrazinyl, 
pyrimidinyl, quinolyl, naphthyridinyl , thiazolyl, benzothiazolyl or 
3-7C-cycloalkyl, each opt. substd. by 1-3 substits.; Y is COOH, COOR1 or 
-CO-NR2R3 in which Rl is 1-4C alkyl, phenyl-l-4C-alkyl or phenyl and R2 and 
R3 are the same or different and are H, 1-4C alkyl, phenyl-l-4C-alkyl , 
phenyl, thiazolyl or benzothiazolyl which are unsubstd. or substd. by 
halogen OH, 1-4C alkoxy, 2-5C alkoxycarbonyl or di-l-4C -alkylamino, or 
NR2R3 is a cyclic gp. selected from pyrrolidinyl , piperidino, 
hexahydroazepinyl , piperazinyl, morpholino or thiazolidinyl , each cyclic 
gp. being opt. substd. by 1 or 2 OH, 1-4C alkoxy, 1-4C alkyl, 2-5C 
alkoxycarbonyl, phenyl-l-4C-alkyl, phenyl, piperidino or pyridyl gps; Z is 
-CH=CH-CH=CH- or -(CH2)-m in which m is 3, 4 or 5; ring A is opt. substd. by 
1 or 2 halogen, N02, amino, 2-5C-alkanoylamino, 2-5C-alkoxycarbonyl, 
carboxy or carbamoyl gps; and n is 1, 2 or 3 provided that when n is 2 or 
3, pg. X and ring A are unsubstd.; or pharmaceutical^ acceptable salts. 

USE - As active ingredients in anti-anxiety compsns. (24pp)d 
Equivalent Alerting Abstract US A 

Fused ring pyrrolone derivs. of formula (I) and their salts are new. In 
(I), X is phenyl, naphthyl, pyridyl, pyridazinyl, pyrazinyl, pyrimidinyl, 
quinolyl, naphthyridinyl, thiazolyl, benzothiazolyl or 3-7C cycloalkyl, the 
gp. being attached through a carbon atom and opt. susbtd. by halogen atom or 
1-4C alkoxy; Y is -COOH, - COOR1 or -CONR2R3 (where Rl is 1-4C alkyl, 
phenyl 1-4C alkyl or phenyl and R2-3 are each H, 1-4C alkyl, phenyl 1-4C 
alkyl, phenyl, thiazolyl or benzothiazolyl opt. substd. by halogen, OH, 
1-4C alkoxy, 2-5Calkoxycarbonyl and di ( 1-4C) alkylamino, or NR2R3, is 
pyrrolidinyl, piperidino, hexahydroazepinyl, piperozinyl, morpholino or 
thiazolidinyl opt. substd. by OH, 1-4C alkoxy, 1-4C alkyl, 2-5C 
alkoxycarbonyl, phenyl- ( 1-4C) alkyl, phenyl, piperidino or pyridyl; and L is 
1 , 2 or 3 . 

USE - (I) have a strong anti-anxiety effect ot mammals and are useful for 
the prevention or treatment of e.g. pschoromatic disease and anxiety 
neurosis . (24pp) i 

Equivalent Alerting Abstract US A 

Pyrrol (3, 4-b) pyrazine derivs. of formula (I) and salts are new. Y is Ph, 
naphthyl, pyridyl, pyridazinyl, pyrimidinyl, quinolyl, naphthyridinyl, 
thiazolyl, benzothiazolyl, 3-7C cycloalkyl, all opt. attached via C, gp . 
and all opt. substd. 1 halo or 1 1-4C alkoxy; Y is COOH, COOR1, CONR2R3, 
where Rl is 1-4C alkyl, Ph ( 1-4C) alkyl , Ph, and R2 and R3 are each H, 1-4C 



2 



alkyl, Ph (1-4C) alkyl, Ph, thiazolyl, benzothiazolyl , all opt. substd. halo, 
OH, 1-4C alkoxy, 2-5C alkoxycarbonyl di ( 1-4C) alkylamino, or NR2R3 is 
pyrrol idinyl, piper idino, hexahydroazepinyl , piperazinyl, morpholino, 
thiazolidinyl, all opt. substd. OH, l-4C-alkoxy or -alkyl 2-5C 
alkoxycarbonyl Ph ( 1-4C) alkyl , Ph, piperidino, pyridyl. Esp. cpds. are e.g. 
6- (5-chloro-3-pyridyl) -6, 7-dihydro-7-piperidinocarbonylmethyl-5H-- 
pyrrolo (3, 4-b) pyrazin-5-one . 

USE - Antianxiety agents without hypnotic, muscle relaxing or drug 
dependency effects used for inhibition of psychometic disease or anxiety 
neurosis. Dose e.g. 0.1-100 (0.5-20) mg/day. (23pp) 

Title Terms/Index Terms/Additional Words: SUBSTITUTE; CARBOXY; ALKYL; ISO; 
ONE; DERIVATIVE; USEFUL; CENTRAL; NERVE; SYSTEM; ACTIVE; ANTI; ANXIETY; 
ANTICONVULSANT; AGENT; INDOLINONE; CNS 
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